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□ International search (under Rules 12.3 and 23.1(b)) 

□ publication of the International application (under Rule 12.4) 

U international preliminary examination (under Rules 55.2 and/br 55 3) 
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Claims, Numbers 
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as amended (together with any statement) under Art. 19 PCT 



□ 

3. □ 



a sequence listing and/br any related table(s) - see Supplemental Box Relating to Sequence Listing 



The amendments have resulted in the cancellation of: 

□ the description, pages 

□ the claims, Nos. 

□ the drawings, sheets/figs 

□ the sequence listing (specify): 

□ any table(s) related to sequence listing (specify): 
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□ the description, pages 

□ the claims, Nos. 

□ the drawings, sheets/figs 

□ the sequence listing (specify): 

□ any table(s) related to sequence listing (specify): 

If item 4 applies, some or all of these sheets may be marked "superseded. ■ 
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the computer readable form 



□ has not been furnished 

□ does not comply with the standard 

□ has not been furnished 

□ does not comply with the standard 



□ See separate sheet for further details 



Form PCTVIPEA/409 (January 2004) 



JKJERfJATlOIMAL. PRELIMINARY REPORT 
ON PATENTABILITY 



International application No. 
PCT/EP2004/051625 



1. Statement 
Novelty (N) 

Inventive step (IS) 

Industrial applicability (IA) 



Yes: Claims 

No: Claims 

Yes: Claims 

No: Claims 

Yes: Claims 

No: Claims 



2. Citations and explanations (Rule 70.7): 
see separate sheet 



6-8, 10, 12, 13, 15-20, 22 
1-5, 9,11,14, 21 

6-8, 10, 12, 13, 15-20 
1-5, 9,11,14, 21,22 
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III. Non-establishment of opinion 

In the definitions of R\ R 2 and R 3 in claims 1 , 1 1 and 12 these substituents are 
described as "comprising or consisting of" various groups. If these substituents 
CSmerisa the given groups, this Implies that they may contain any other undefined 
group in addition to the comprised group. The scope of the claims is therefore not 
clear and they do not fulfil the requirements of Article 6 PCT. The search has only 
been performed for the compounds of formula (I) wherein R\ R 2 and R 3 consist of the 
defined groups as this part of the claim is clear. The following examination is also 
based on this clear subject matter only. 

It is noted that the last excluded compound of claims 1 and 1 1 does not fall within the 
scope of formula (I) because of the position of attachment of the naphthyl group to 
the alkylidene group. This being the case, there is a contradiction in claim 1 which 
could lead to doubt as to the intended scope of protection. For this reason claims 1 
and 1 1 do not fulfil the requirements of Article 6 PCT. 

V. Reasoned statement 

Reference is made to the following documents: 
D1: EP-A-0 697 410 

D2: Roue et al., Tetrahedron 55 (1999) 14729-14738 
Novelty 

D1 discloses a general formula (I) overlapping with present formula (I). The specific 
examples of D1 have been excluded by proviso from claim 1 . However, in such a 
case, it is not sufficient to delete only the examples in order to establish novelty - the 
whole area of overlap must be removed. The compounds of D1 are described as 
being useful in the treatment of i.a. kidney diseases. Claims 1-5, 9, 1 1, 14 and 21 are 
anticipated by D1 . 

D2, example 10 has been excluded from claim 1 by proviso. 

Claims 1-5, 9, 1 1, 14 and 21 do not fulfil the requirements of Article 33(2) PCT. 

Inventive step 

In view of their lack of novelty, claims 1 -5, 9, 1 1 , 14 and 21 cannot be considered 
inventive. 
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Re. claims 6-8, 10, 12, 13, 15-20 and 22: 

The technical problem underlying the present application appears to be the provision 
of compounds active against one or more of a wide variety of diseases specified In 
claim 12, for example kidney diseases. The compounds of claims 6-8 differ from the 
compounds of D1 because they lack the cyano N-substltuent. It would not have been 
obvious, using the cited documents, to replace the cyano group by one of the groups 
claimed in claims 6-8 in the expectation that the activity would be maintained. 
Therefore those compounds of claims 6-8 which have the alleged activity may be 
considered inventive. The compounds of claim 1 0 differ from those of D1 either for 
the same reason as those of claims 6-8 or because of the identity of the bicyclic 
group (quinoxaline instead of naphthyl or benzodioxole). In the absence of any 
document suggesting the equivalence of these bicyclic rings in compounds with the 
same activity, the compounds of claim 10 may be considered inventive, insofar as 
they have the alleged activity. Claims 12, 13, 15-20 concern 2nd medical uses 
wherein none of the listed diseases overlap with those listed in D1 . It would not have 
been obvious that compounds having the activities listed in D1 would also have the 
activities listed in these claims. Claims 15-20 may therefore be considered inventive 
The method of claim 22 is considered to be a routine method for preparing the 
desired compounds, and is thus only inventive insofar as the final products of this 
process are new and inventive. 

Claims 1 -5, 9, 1 1 , 14, 21 and 22 do not fulfil the requirements of Article 33(3) PCT. 
Industrial applicability 

Claims 1-22 fulfil the requirements of Article 33(4) PCT. 
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R 1 is selected from the group comprising or consisting of H, CN, carboxy, acyl, C|- 
C 6 -alkoxy, halogen, hydroxy, acyloxy, C|-C6-alkyl carboxy, Ci-C6-alkyl acyloxy, 
C|-C6-alkyl alkoxy, alkoxycarbonyl, Ci-C6-alkyl alkoxycarbonyl, aminocarbonyl, 
Ci-CValkyl aminocarbonyl, acylamino, Ci-Cf-alkyl acylamino, ureido, Ci-Q-alkyl 
ureido, amino, Ci-Q-alkyl amino, ammonium, sulfonyloxy, Cj-Qj-alkyl 
sulfonyloxy, sulfonyl, C|-C 6 -alkyl sulfonyl, sulfinyl, Ci-C 6 -alkyl sulfinyl, sulfanyl, 
C r C6-alkyl sulfanyl, sulfonyl amino, Ci-CValkyl sulfonylamino or carbamate; 
R 2 is selected from the group comprising or consisting of H, halogen, acyl, amino, 
C|-Qi-alkyl, C 2 -C6-alkenyl, Ca-Ce-alkynyl, d-Ce-alkyl carboxy, Ci-Q-alkyl acyl, 
Ci-Cg-alkyl alkoxycarbonyl, Ci-C6-alkyl aminocarbonyl, Ci-Q-alkyl acyloxy, Cj- 
Q-alkyl acylamino, Ci-Q-alkyl ureido, Ci-Q-alkyI carbamate, d-Q-alkyl amino, 
Ci-C6-alkyl alkoxy, d-Ce-alkyl sulfanyl, Ci-Q-alkyl sulfinyl, Cj-Q-alkyl 
sulfonyl, Gi-Q-alkyl sulfonylaminoaryl, aryl, heteroaryl, C 3 -C g -cycloalkyl or 
heterocycloalkyl, Ci-Q-alkyl aryl, d-Cg-alkyl heteroaryl, C^Q-alkenyl-aryl or - 
heteroaryl, C 2 -C6-alkynyl aryl or -heteroaryl, carboxy, cyano, hydroxy, Ci-Q- 
alkoxy, nitro, acylamino, ureido, sulfonylamino, sulfanyl, or sulfonyl; 
G is a Ci-Q-alkyl. Ca-Q-alkyenyl, C 2 -C 6 -alkynyl, heteroaryl, Ci-CValkyl aryl, C r 
Q-alkyi heteroaryl, C2-C6-alkenyl-aryl or -heteroaryl, C 2 -C 6 -alkynyl aryl or - 
heteroaryl, Q-Ce-alkoxy, cyano, Ci-Cfi-acyl, or a sulfonyl moiety; 
R is selected from the group comprising or consisting of H or Ci-Q-alkyl; for the 
preparation of a medicament for the prophylaxis and/or treatment of autoimmune 
disorders and/or inflammatory diseases, cardiovascular diseases, neurodegenerative 
diseases, kidney diseases, platelet aggregation, cancer, transplantation, graft 
rejection or lung injuries. 

13. Use according to claim 12, wherein G is a Q-Q-alkoxy, cyano or a sulfonyl 
moiety. 

14. Use according to any claims 11 to 13 wherein the imino-azolinone- vinyl 
fused-benzene derivative is selected from the group consisting of: 
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